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(57) Abstract 

Compounds represented by general 
formula (I) and medicinal compositions 
thereof, wherein R represents hydrogen or C,. 6 
alkyl; and n is an integer of 0 or 1. These 
medicinal compositions are usable in the 
prevention or treatment of diseases 
accompanying immunonomodulatory 
abnormalities or neovascularization. 
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lb&^ 3 


-4. 0 


21.0 



n = 2 



^J:«). fb&#J3<D3 0 uM&£U3 0 0 juMli. £ t> •> * n * 

4- •> y - -tf' *> v ^^->yy---tf (i*f urpiwf^ffl^^^^i^ i 
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Ml : 8-h + h + y-l-^+V-lH-2-<> 



5 




MI 43 4b£^ 1 

MI 43 3.6 0 g (16.20mmo 1) ^7th>100mli: 
10 ®W L. ^K^Ti* Jones UM 14ml £fln;U 0 °CT 1 0#f§fl!K# 

KffciftfCTR 5 0 0ml ^inx.. Bfc&i^-n/ 1000ml. 500 
m 1 -CflBfcb Lfc 0 2 0 %£i&7k 2 0 0 m 1 T 3 @8fe#£ Lfc 0 7k 

I?-^ifxf;l/2 0 0ml TUfflHi L, 20 1 00m 1 T 2 HI 

15 ^7kfei& 3 0 0 m 1 T- 4 0. i^fft ttJ Ltz 0 7k £f*£ 1 4 0 0m 

1 t Ltz'&^ m*&m*:lMZ-, P H 3. 0 Izm&LtZc £ bAififeztift* 

fcfo&MffiVtio 'fibtitzmfcZ 1 0 % J 9 J -/U7kig& 4 0ml izM 

ml, i o^mmmmmLtzm, ^Ltz D &RfcLjtafe*ss#it«u 

20 Sff^iUT, it£r®)l*2. 3 6 g (iR^6 2%) i/; 0 

'H-NMRX^? h 71/ (400MHz. DMSO-d«) : ±m U m. 

"MS (ppm) : 3.88 (3H. s) . 6.70 (1H, d. J = 
2.0Hz). 6.95 (1H. d. J=2.0Hz). 7.59 ( 1 H, 
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s ) „ 10.98 (1H, s) 

V - 1 H - 2 - ^>V'k s 7 >©§!Ji£ 



5 




M I 4 3 

MI 43 5.0 0 g (22.50mmo 1) ih'j7xiHX7-f 
10 >10.0g (3 8. 2 5 mm o 1) h7 t Fo77 >5 Om 1 

MP HtSfb£fc* 3 0ml (2 4 4 mm o 1 ) £ftOX.. 3 0 5>F^*n^iS 

Mbtzo RfcrnzmmmmL, mzntzmm 1 8. a 6 gcx^; 

4 7ml £in*.iSM¥ UTHteiMt «IIEfl:£10J 4 . 7 2 g («K^8 7 
15 'H-NMRX^? 1-^ (4 0 0MHz, CDC 1 3 ) : igteMli. 

5TMS(ppm) : 3. 88 (3H, s) , 4.33 (2H, s ) , 6 . 
4 0 ( 1 H , d. J = 2.4Hz) , 6.51 ( 1 H , s ) . 6.53 (1 
H, d, J = 2. 4 H z ) , 11.00 (1H. s) 
20 #J 3 : 3-y7;yf^-8-k K p * > - 6 - / h+v-l-** 
V - 1 H - 2 - V fc° ^ > tD SSJjg 
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m 2 -CM 3 - ? n n y =f- )V - 8 - fc K n 4- v — 6 — ^ h * •> - 1 - 
t + V-lH-2-O7t'7>5.00g (20.78mmol) £ v 
/ /u x ;u * * ■> K 7 0 m 1 ir^H? L. >T Wb^ hU9A4.29g 
(8 3. 1 1 mmo 1 ) It^i^T, 1 5tT3 O^PalJfr* 

5 L^ 0 5 (E ift ic tK 3 0 0ml £flnx. p®^^;l/6 OOmU 250 
m 1 x 3-ettbtHUfco ^mm*2 0%ftii7K3 0 0ml T 3 Eft* LA: 
fts ftt7KffiiS£^ h "J -7AtSIb> ^)3 0 0ml *"C«EE»|&L*:o d 
<Z>7§7&t::y£t4j^3 g 1 0 53-ffl*n*hia«ELfc o -tr^-f hi&iiKJ; 

io &&&tiammffiLx®m l/cbu *&l. ¥f#rdJLfci£ii£«taBL-c^ 

^§Eft£^ 4 . 0 8 g (JR^8 4 %) £f§fco 

'H-NMRX^n^ (4 0 0MHz, DMSO-d 6 ) : HE^tZW. 

5TMS (ppm) -.3.6 5 ( 2 H , d, J = 1 . 1 H z ) „ 3.89 
15 (3H, s) „ 6.42 (1H. d. J=2.4Hz) . 6.54 (1H, 
d. J=2.4Hz) , 6.58 (1H. s) ,10.82 (1H, s) 
#14 : (8-t Kd^'>-6-^ h + '>-l-t*V-lH-2-^ 
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4fc£^2 

#1 3 Ti# /c 3 - > T / - 8 - t h+^-l-**v 
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-lH-2-^>V"t°5>1.50 g (6.49mmo 1) £Bfc®t 8ml 

8 m 1 7 0°CT5. 5B$IBJ«# Ufc 0 RJ56ift**l 

US L. 1 5 0 m 1 TJflHl Lfc 0 Wt8^£ 2 0 %fti&7k5 0 

Lfcefetsa*»iab. iE^it, «isrt:£«i at&^2) 1.3 

0 g (JR^8 0 %) *fifco 

IR(RitXX^^h;U(KBr) : tl igfcJR ti > TIE© t *5 0 

10 3 (#{4 : cm" 1 ) o 

vmax: 1238. 1574. 1626. 1651. 1690. 17 
2 3 

'H-NMRX^^ h A- (400MHz. DMSO-d,) : $.WKW. 

15 <5 T M S (ppm) : 3.62 (2H. s). 3.86 (3H. s). 

6.56 (1H. d. J=2.4Hz) . 6.63 (1H, d. J = 2 . 4 
Hz). 6.66 (1H, s). 10.90 ( 1 H, s) 

0I| 5 : 8 - t e r t - 7 =h )V 'J / * iV -> U 7U ;* 4- *> - 3 - •> T y ^ 
;U - 6 - ^ h + i/-l-t + V-lH-2- y O , /t'7 ><DM& 

20 




0H AO 0 

(A:tert-7'f-;i/> ? y y ;u) 
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m 3 xntz 3 - *>T J / f-A/- 8 - t K d * •> - 6 - * h * •> - 1 - 
t+V-lH-2-^> , /t , 7V2.70g ( 1 1 . 6 8 mm o 1 ) £ ¥ 
/ Tto*jUI*T I K 2 5 m 1 izmm U> *?&T\ -f 5^7-^1.5 9 
g ( 2 3 . 4 m m o 1 ) . mitt e r t -7f /l/^^ f ;P-> 'J ;l/2. 8 2 
5 g (18.7mmo 1) «t)BX., 2 ISIfflilfli Lfco Rfc»Tfft* E 

h 1 0 %fttg7K5 0 m 1 T 1 0. 2 0%Ai&7K5 

om i x- 2®mftLtz 0 b /v^ym^m^mmi- b o ^at^hi, m 
om 1 j: onm^itLx, mmit&to3. 1 1 e aum9 3%) *ntz 0 

10 1 H- NMRX^ b to ( 4 0 0 MH z „ C D C 1 ,) : 

<5TMS(ppm) : 0.28 (6H, s ) „ 1.05 (9H, s). 

3.59 (2 H, d. J = 1.6Hz) , 3.87 (3H. s) , 6.45 
(3H, m) 

15 8 - t e r t - 7 =f- to i? / * to is V to +■ > - 3 - ( 1 — -> T 

yxf;b) - 6 - / h^y-l-t + 7-lH-2- / <>'/k'7>Oj3 




fflSXMtz 8 - t e r t - 7* f- to : J J f- to -> U to * 4- > - 3 - is T 7 
> ^ ;p - 6 - j* f>^'>-l-t+7-iH-2-<>'/h'7>2. 50 
g (7. 2 4mmo 1 ) &mit/ f- U > 8 Om 1 K&JBU. 1 M7fc8Mt 
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-y h u ^ ATK^f^ 1 o om 1 ^snx.. ortc^in i>tz a m l < jt^u^ 

7 7<l:f h^T'f ^7>^-->A5 8 4mg ( 1 . 8 1 mm b 1 ) 
U?l>T3')ftyf^0.92ml (14.47mmol) &£ir 

f*0.92ml ( 1 4 . 4 7 mm o 1 ) ^ U > 1 0 m 1 Hb 

D7^77^ - C7 n-y;i/C - 2 0 0> 1 3 0 g. mWH% • 

5 / 1 ) ICT»«! U «E ik 1 . 0 1 g (4X3*3 



10 



9%) 



'H-NMRX^;? h )\> (400MHz. CDC 1 3 ) : £B«iRiRii, 



<5TMS(ppm) : 0 . 2 8 ( 6 H . s) , 1.05 (9H, s ) „ 
1.68 (3H. d. J=7.2Hz) , 3.73 (1H, q, J = 7 . 2 



15 



Hz). 3.87 (3H, s ) „ 6 . 4 5 ( 1 H , d, J = 2 . 0 H z ) . 



6.46 ( 1 H . d. J = 2. OH z) > 6.48 (1H, s) 
mi : 2 - ( 8 - t Kn + ->-6-y h + 



20 



H 3 C0 




H 3 C0 




coon 



0>j6Tf#7\:8 - t e r t -yf/l^y^ f;l^-> U 7l/**->- 3- ( 1 - 



•>7;xf;i/) - 6 - ^ h *> - 1 - t + 7-lH-2-^>Vh°7> 
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1.63g (4.72mmo 1) «5m 1 J; £>* jgi&®* 5 m 1 IzfeM 
L 7 0°CT- 1 2mmmW Ltzo KfomZftmL, ?k 1 0 m 1 £5tax.. *s 

Hj 1 . 2 1 g tz a C^Cx^y -;U8 m 1 &1mx.. An&iiftL L T^JK 

&^3) 1.04g (4X^8 0%) &mtZo 

'H-NMRX^^ (400MHz, DMSO-d,) : ^.m^W. 

5TMS (ppm) : 1.40 ( 3 H , d. J = 7. 2Hz) . 3.70 
10 C 1 H, q, J = 7 . 2 H 2 ) „ 3.86 ( 3 H. s ) . 6.56 ( 1 H, 
d. J = 1 . 6 H z ) . 6.67 (1H, d. J = 1 . 6 H z ) „ 6.68 
( 1 H, s ) , 10.90 ( 1 H. s ) 

$18 : tizf-kjumcom&m 

m i izBdmLtz^m^mm Ltz<t&Qa U20mg, nm& 1 8 o 

15 mg, XfT'J >Wt^r* y-)Alrng (t^-Ttlk 1 fi -f-tJUm *) ) <D 
SiJ^Tifej— U i^^ifcS^* 1 # 7° -t? ;l/ i±§ Oft 2 0 0 m g. 

3 -sf ® -fcr ^ y u ~f -t? ;k: o #> -2, 0 

0>J 4 KiEMLtz-%&-vmmLtcik&M 2^1 0 m g . ¥Lflt£ 120 
20 mg N ^^:l»t357mg (l>fil 1 *) ) £ =fc < M£ <5 0 

0mg<!:Xf7';>i!7y^y^A3mg (t^ft 1 &m *) ) &}rax. 
T J; < M-a U iES 8 mm. M#}2 5 0 m g (DffiM Kj&m-t 2> 0 

m i o : mm > n - y ^^jouia^] 
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m 7 KiE*R LtzXte-vmU Ltzit&W3 £ 1 0 Omg, 
f 7l/t;l/D-xt h U 1 0 Omg, >^BWtWt * f ;H 4 

10 



15 



20 
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# <D $E ffl 




(CHR) n C00H 



(I) 



■C ^ $ ft * 4fc £ ti ©asi&^tt iz & m £ ft & tgoiif fi^ji: ^ 
2. «JWrt<, ffcffi»Wf^ffl©ll»*A:tijliiffJff^lc|SafliTr*g|jft©is>B«r 

15 HS^^lJo 

5. SilM^Hn*H£-C&£tt&<DffiH£ 1 ~ 4iSO^-rft*>(cfB*g©S 




( I ) 
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8. mmi)<&E,ftmi£m-c&2>m?ite)mmm6m£tzi*mim52m(Oi% 



9. sMa<f£PSijf2-c£>6»3fc®fEHf&6 ~ 8 JB©^-rn*M;:ge«0{$ 

^3 o 

'fel^T*-pT, T§E5£ (I) 



-c ^ $ ti z it & m £ tz I * * © m m ^ w c <g $ *i a m © m m ^ w t c ^ s& 
11. n i Tfr&m^&mmm 1 ozgieis©^^ 

20 13. «6Jfe*<Saffeffi«l.*-C*-&»*©ieBB* 1 0^IH«8©^^o 
1 5. TiBiS ( I - a ) 
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( I ) 
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H 3 C0 




R 
I 

CHCOOH 



(I -a) 



OH 0 



1 6 . Tie ( n ) 



10 



h 3 co 




(n) 



OA 0 
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